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=> s n-alkylaspartyl dipeptide ester 
2506833 N 

4 ALKYLAS PARTYL 
15764 DIPEPTIDE 
466024 ESTER 
L4 0 N-ALKYLASPARTYL DIPEPTIDE ESTER 

(N (W) ALKYLASPARTYL (W) DIPEPTIDE (W) ESTER) 

=> s alkylaspartyl dipeptide ester 
4 ALKYLASPARTYL 
15764 DIPEPTIDE 
466024 ESTER 
L5 0 ALKYLASPARTYL DIPEPTIDE ESTER 



(ALKYLAS PARTY! 



^DIPEPTIDE (W) ESTER) 



=> s n-alkylaspartyl dipeptide ester 
2506833 N 

4 ALKYLASPARTYL 
15764 DIPEPTIDE 
466024 ESTER 
L6 0 N-ALKYLASPARTYL DIPEPTIDE ESTER 

(N (W) ALKYLASPARTYL (W) DIPEPTIDE (W) ESTER) 

=> s aspartyl dipeptide ester 
4430 ASPARTYL 
15764 DIPEPTIDE 
466024 ESTER 
L7 9 ASPARTYL DIPEPTIDE ESTER 

(ASPARTYL (W) DIPEPTIDE (W) ESTER) 

=> d 1-9 ibib abs hitstr 
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2001:842307 CAPLUS 
135 :370940 

N-Alkylaspartyl dipeptide esters and low-calorie 

sweeteners containing them 

Amino, Yusuke; Yuzawa, Kazuko 

Aj inomoto Co . , Inc . , Japan 

Jpn. Kokai Tokkyo Koho, 6 pp. 
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A2 20011120 

MARPAT 135:370940 



APPLICATION NO. 
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COOR13 



CONH — CR12 

-h -I 
H 2 C— J XRll 

n 

H 2 CC0 2 H 



AB Sweeteners contain title compds . I (R1-R5 = H, OH, Cl-3 alkoxy, Cl-3 

alkyl, C2-3 hydroxyalkyloxy ; R6-R10 = H, Cl-3 alkyl; Rll = CI -5 alkyl; R12 
= H, Cl-3 alkyl; R13 = Cl-4 alkyl; X = O, S; n = 1, 2) or their salts. A 
THF soln. of 967 mg . alpha . -L-aspartyl- (S- tert-butyl) -L-cysteine Me ester 
was condensed with 360 mg 3 - (3 -hydroxy-4 -methoxyphenyl) propionaldehyde in 
the presence of AcOH and NaB(OAc)3H at room temp, overnight to give 596 mg 
I (Rl = R4-R10 = R12 = H, R2 = OH, R3 = OMe, Rll = CMe3, R13 = Me, X = S, 
n = 1) , which was 40,000 times as sweet as sucrose. 
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PRIORITY APPLN. INFO.: JP 2000-137028' A 20000510 

OTHER SOURCE(S): CASREACT 135:358168; MARPAT 135:358168 

AB This document discloses a process for conveniently producing on an 

industrial scale in high yield N- [N- [3- (phenyl) propyl] -L- . alpha . -aspartyl] - 
L-phenylalanine 1-Me ester derivs . , which are expected to be sweeteners, 
by reductively alkylating aspartame with 3 -phenyl -2 -propenyl aldehyde 
derivs. under hydrogen in the presence of a catalyst and a base. 
REFERENCE COUNT: 9 THERE ARE 9 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L7 ANSWER 3 OF 9 CAPLUS COPYRIGHT 2 002 ACS 
ACCESSION NUMBER: 2001:265445 CAPLUS 

DOCUMENT NUMBER: 134:265559 

TITLE: Sweetener compositions with high degree of sweetness 

having improved sweetness, supplements and utilization 
thereof 

INVENTOR(S): Ishii, Shoichi 

PATENT ASSIGNEE (S) : Aj inomoto Co., Inc., Japan 

SOURCE: PCT Int. Appl., 5 0 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE : Japanese 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 2001025263 Al 20010412 WO 2000-JP6629 20000926 

W: AE, AG, AL, AM, AT, AU, AZ , BA, BB, BG, BR, BY, BZ, CA, CH, CN, 
CR, CU, CZ, DE, DK, DM, DZ , EE, ES, FI, GB, GD, GE, GH, GM, HR, 
HU, ID, IL, IN, IS, KE, KG, KP, KR, KZ , LC, LK, LR, LS, LT, LU, 
LV, MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, PL, PT, RO, RU, SD, 
SE, SG, SI, SK, SL, TJ, TM, TR, TT, TZ, UA, UG, US, UZ, VN, YU, 
ZA, ZW, AM, AZ, BY, KG, KZ , MD, RU, TJ, TM 
RW: GH, GM, KE, LS , MW, MZ , SD, SL, SZ, TZ, UG, ZW, AT, BE, CH, CY, 
DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, BF, BJ, 
CF, CG, CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG 
JP 2001103925 A2 20010417 JP 1999-284344 19991005 

JP 2001103926 A2 20010417 JP 1999-284345 19991005 

AU 2000073222 A5 20010510 AU 2000-73222 20000926 

EP 1223175 Al 20020717 EP 2000-961240 20000926 

R: AT, BE, CH, DE, DK, ES , FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 
IE, SI, LT, LV, FI, RO, MK, CY, AL 
BR 2000014492 A 20020820 BR 2000-14492 20000926 
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AB Sweetener compns . similar to sucrose are obtained by blending 
aspartyl dipeptide ester derivs. (I, Markush 



i^^B [N- [3- {3-hydroxy-4-methoxypher^Bpropyl] - 

^llffanine 1-Me ester with at least rae compd. 



structure claimed) such as 

. alpha . -aspartyl] -L -phenylalanine 1-Me ester with at least dTTe compd. 
selected from the group comprising saccharides and sugar ales., in the 
form of solns . These derivs . I are added to improve the taste of 
beverages . 
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OTHER SOURCE (S) 
AB 



MARPAT 134:265558 
Sweetener compns . similar to sucrose are obtained by blending 
aspartyl dipeptide ester derivs. (I, Markush 

structure claimed) such as N- [N- [3 - (3-hydroxy-4 -methoxyphenyl ) propyl] -L-<a- 
aspartyl] -L-phenylalanine 1-Me ester with at least one compd. selected 
from the group comprising aspartame, saccharides, sugar ales, and 
oligosaccharides, so as to enhance the taste of I. These derivs. I are 
added to improve the taste of beverages and pharmaceuticals. 
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OTHER SOURCE(S): MARPAT 132:63481 

AB The Markush structure of the aspartyl dipeptide 

ester derivs . (including salts thereof) are given, and the example 
is N- [N- [3- ( 3 -hydroxy- 4 -methoxyphenyl ) propyl] -L- . alpha . -aspartyl] -L- 
( .alpha. -methyl) phenylalanine 1 -Me ester. These compds . are low-calorie 
sweeteners and are sweeter than conventional ones. 

REFERENCE COUNT: 16 THERE ARE 16 CITED REFERENCES AVAILABLE FOR THIS 
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AB Novel aspartyl dipeptide ester derivs. 



"(including those in the fc^^^of a salt) having an excellent^^eetening 

effect and usable as sweeteners such as N- [N- [3 - (3 -methyl -4- 
hydoxyphenyl) propyl] -L- .alpha. -aspartyl] -L-phenylalanine 1-Me ester and 
N- [N- [3- (3 -hydroxy-4-methoxyphenyl) propyl] -L- .alpha. -aspartyl] -L- 
phenylalanine 1-Me ester (I) are prepd. Thus, I was prepd. from 
N-tert-butoxycarbonyl- .beta. -O-benzyl- .alpha. -L- aspartyl -L-phenylalanine 
Me ester and 3 -benzyloxy-4 -methoxycinnamaldehyde . I was 20,000-times 
sweeter than sucrose . 



REFERENCE COUNT: 



24 THERE ARE 24 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L7 ANSWER 7 OF 9 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 



CAPLUS COPYRIGHT 2 002 ACS 
1988:222092 CAPLUS 
108:222092 

Enzyme -catalyzed selective ester hydrolysis of 
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Chen, Shui Tein; Wang, Kung Tsung 
Inst. Biochem. Sci., Natl. Taiwan Univ., Taipei, 
Taiwan 

Journal of Chemical Research, Synopses (1987), (9), 
308-9 

CODEN: JRPSDC; . ISSN: 0308-2342 
Journal 
English 

CASREACT 108:222 092 
Treatment of dipeptide esters Boc-X (Bzl) -XI (Bzl) -OBzl (Boc = Me3C02C, Bzl 
= PhCH2, X, XI = Asp or Glu) with Alcalase in aq. acetone at 45. degree, 
and pH 7.5 gave Boc-X (Bzl ) -XI (Bzl ) -OH in 52-83% yield. 
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AB Dipeptide esters H02CCH2CH (NH2 ) CONHCH (C02R) (CH2)nRl (I, R = lower alkyl; n 
=0, 1; Rl = acyclic or cyclic alkyl carbonyloxy or alkyloxycarbonyl) or ' 
their salts, useful as sweetening agents, were prepd. by deblocking at the 
carboxyl and optionally at the amino group or by acylating 
H2NCH(C02R) (CH2)nRl with 2 , 5 -oxazolidinediole-4 -acet ic acid. Thus, Me 
carbobenzoxy- .beta. -benzyl-L-aspartyl-L-serinate was acylated with 
pivaloyl chloride in C5H5N and the product hydrogenated over Pd black in 
MeOH to give 84% I (R = Me, n = 1, Rl = 02CCMe3) , which was .apprx.50 
times as sweet as sucrose. Among 14 more I prepd. were (R, n, and Rl 
given) (L-L-dipeptides when n = 1) : Me, 1, C02CMe3; Et, 0, 
cyclohexyloxycarbonyl; Et, 0, cyclopentyloxycarbonyl ; Et, 0, C02CHEt2 . 
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Reaction of aspartyl dipeptide esters with ketones 
Ariyoshi, Yasuo; Sato, Naotake 

Cent. Res. Lab., Ajinomoto Co., Inc., Kawasaki, Japan 
Bull. Chem. Soc. Jap. (1972), 45(7), 2015-18 
CODEN: BCSJA8 
Journal 



LANGUAGE : Eng 1 i s^B 

GI For t diagram(s), see printecTCA Issue. 

AB H-L- .alpha. -Asp-L-Q-OR [I; Q = Phe, Tyr, . beta . -cyclohexyl -Ala, 

.beta. - (4-hydroxycyclohexyl) -Ala; R = Me, Et] reacted with Me2C0, MeCOEt, 
and cyclohexanone in the absence of catalyst to give the 4-imidazolidinone 
derivs. (II; R, Rl = Me, Et; R2 = Ph, p-HOC6H4, cyclohexyl, 
4-hydroxycyclohexyl) and the spiro compd. (III). In soln., II (R = Rl = 
Me, R2 = Ph) assumes a folded conformation in which the aromatic ring 
faces the imidazolidine ring. In boiling H20, II and III were hydrolyzed 
to the corresponding I. The . beta .- isomers of I did not react with 
ketones under the same conditions; this difference in reactivity was used 
to sep. mixts. of .alpha. -and . beta . -aspartyl peptides. 



